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[0 0 15] Jin&eOvt HDtf 3 -*JV3P> 
e (2) ©HfSttR«*t7;i/3-Jl/ (10) tfflRg? 

B. mmotsmtmmmm'p. b;u-:?x tnux 
/5';i'75>«c!):SiSc!)?reETi:-7 o'c~i 0 or, 

»aK«-2 0'C~5 Otrfr^CltJJif ^s. 
(0 0 161 RfSS-&«J*?.BW<b:-&«bS:*®t-<bfc 

[0 0 1 71 il^. S«ft6»tLTffl»r»6n*fl:^ft 
(2) »Han t z s c h^dc^z;&£ll£ (A. As 

hiroori et al.-.'Chem. Pharm. 

Bull.. 3_9. 1 08 (1 9 9 1)) (Zj:0$SiI 

to 0 1 8] *fc, >e>3-;ErOJHBHI:-&«-e*5R>0 
H05%. 89E (2) , (3) . (5) . (6) Xtt 

(7) io«SS*-r5fl:^«itt. 

(4) OWiSS^fraft^tt. «Atfxh5tHD+ 
>'»J>K:H0-CR« R»-CHR»-BrXttX*+5' 

fc. R'OHC!)5-&. litSB (8) Xli (9) Ol»ifiS>r 

raft^tttt. N-^DDyDt;;i^>X7-tfhr>«:x 

ttN - 2? D D y D tf ;V5^';>X7if bf H O C H, 
CH. NHR' «:S;£:a-&*C: tic J: •?»ji3n-5. 
[0019] 



«: (1> tt. 3S:<)*Oj?SilB9&*;i'>">ASSiffffl^£^r 

[0020] 

[002 1] IgJSWl 
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D7x::i;W -3. 5 -tfu i-'^ 

>>'JU-1. 2. 3, 4-xh7tKn-4-=<^/'j;P 
XXxJP (1) : 1. 4-i;fcHD-2. 6 
->';*9^;i/-4- (3-=l.D7xr:JW -3. S-bT 
U5?>5?*;i'#>K*«;l?';l' (2 4 4I1B) 
3';l'*;l'A75H-«l*i?^DD;t^> (1 : 4) (5 
Bl) iB«fc»»S-&. )mT> (8 8Bg) 

<imit>^?ffxin:f.9'> (0. 5bI) fSfSSSTL mWJ 
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20 Hn-4-=^^y»jy-;Ki BOie) ©ii*-:?i^no^t 
^> (Inl) »%&ffiTU 3l9ntS^£«»t3it. 

» TffiabT, eUiflS^tt (1) 9 5sB€«i&. 
[0 0 2 2] ffifijRaX$«S 
>E-NUR(CDCli> 6 :1. 6&-2. 13(2H, n), 1. 94a 52B. s), 1.96 
(0. 48H. s) . 2. 34 (3B. s) , 3. 11-3. 88(2H, m). 3. 62(0. 4ffl. 
s) . 3. 63(2. S2H, s) , 4. 42^. 59 (3H, o) . 5. 34 (0. 84H, s) , & 4 
^ 4(0.16H. s),6.08(lH. t. J»7Hz).6.43-8. 17(13B, n). 
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[0 0 34] ^ms 

1. 4-i;kHD-2, 6->7/5^;l'-4- (3-::ib 

D7xr:;v) -3. 5-t:u>'>>';^-'i'3}^>it 2-'s 

>yjU-l, 2, 3, 4 -xh7t HD-4-<y + /' 
XAt-;W (19) : l. 4-vth'D- 

2. 6-5^^9';V-4- (3--y-t2yjL=.M -3, 
5-t'J>'>v*;i'#>K*5!{;^3^;V (3 3 2ii«) S«S 

9^;HI?;i'A75 H-S*v?i^n Dpi 4' > (1 : 
4) (5 ml) CS!»a*. mT. m{t^^=.)V (1 7 



9iiig) raS5*vi'ODpl^'> (0. SdD SffiSjBTb 
mia^S^Lfc. zn]Z2-^>i^}V-l, 2. 3. 4 
-r h7t Kn-4-'ry+/"J/-;i' (2 3 9iiig) <0 

fflffi*$S:g!ltfc. 5it?(«lC*SlIDA. >;5'DD;>t5'>-C 

7 Ai' - {'N+lJ-> : 7-fe h 
>=5 : 1) -C««U aHfl:^<» (1 9) 3 2 lag* 
SO nit. 
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[0 0 3 5] ^^nmim 

' B-NMR (CDC 1 1 ) (5 : 2. 33 (0. 6H. s) . 2. 36 (2. 4H. s) . 2. 37 (2. 4 

H. s) . 2. 38 (0. 6B. s) . 2. 74-2. 98 (2H. d) . 3. 47-3. 91 (4H. o) . 
3. 60 (0. 6H, s) , 3. 61(2. 4H, s) , 5. 10 (IH. s) . 5. 77 (0. 8H. s) . 
5. 80(0. 2H, s), 5. 96(0. SB. t, I=3Hz}. 6. 01(0. 2H, I, I=5H 
2), 6. 76-7. 62(llfl. b), 7. 83-7. 99(1H. m), 7. 98(0. 8H, 1. 1= 

I. fflz),8.05(0.2H,l,M.5Hi). 
MS ia/z:553(r). 

[0 0 3 6] m&mB 

1. 4-v»tHD-2, 6-vJjt?Jl/-4- (3-:zh 

D7x=;w -3, 5-br'ji;>-:;*ji'4^>iK i. 

2, 3. 4-xh7th'D-2-;>t9^JP-4— fV+y' 
'J;U ;<5"JU x^x;l/(20) : 1. 4->?tHD- 
2. 6->';<5';i'-4- (3-r:hD7x:z;W -3. 
S-t:'Jv?>i;*^3p>S*«^l5';V (4 9 3iDg) 
;>15';1'JJ?;UA75 H-i^i'DDjt^> (1 : 4) (So 
I) ©ii«ICS»«-&. J|C»T. (1 7 7m 
g) (0P{>uu^9> (0. 5Bl) i&IK^ftlAmilQIS 

2-.j»5^;i/-i. 2. 3. 4-xH7 
tHD-4— fv+yuy-;!/ (2 1 sng) ©yd^an 
jt^f^ (loi) SJSSJBTl/. 3efcN-.ji5^;i't;P*ij 
> (1 sens) e05?jroD;»3'> (0. Snl) 

6n&SjSft>"J*ir'Jl'*9Ai/DThif77-<- ('s 
: 7-fe h>=5 : 1) T««LTllfijlsa«4bS 
3llv>''J*y;V*7Ai'DVhi^77^- (-✓ 
{7Uai.9> : 7-feh>=20 : 1) Ti^TXxl'^rv 
-*»IBUT. ftSttl«2 0a (||fiffiA}^«lS) 9 5 
08^»StU«l 2 0b (HfiHSfiSttB) 1 2 1 Dg^^ 

[0 0 3 7] 20a:>H-iniR(CDCIi) 0 :2.36(9H,s}.2.52-2. 
74 (2H. d) . 3. 45 (Ifl, d. J=15Hz) , 3. 59(3H. s) . 3. 69(111. d, 1= 
15Hi), 5. 08 (Ifl. s) . 5. 82(1H. s), 6. 01 (IB, 1. 1=5. 5Bz), 7. 1 
0(1B, d, 1=7. 5Hj). 7. 17-7. 32(3H. m), 7. 32 (IB. t, J=8Hi). 
7. 6S(lB.dt, ]=2.8BZ),7.98-8.03(1H,ID),8.07(1B, t. 
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I). 

20b:'B-HMR(CDCli) fl :2.34(3H, s), 2.41(3B.s),2.45{ffl. 
5).2.83(2B.d.J=5Bi). 3. 44(1H. d. J=15Bi), 3.59(3H, 
s) . 3. 74 (IB, d, I=15Hi) , 5. 05 (IB. s) , 5. 80 (IB, s) , 5. 91 (1 
B. 1 . 1= 5Hz) . 6. 67(lfl, d, J=7. SBi) , 6. 98 (IB, t . J=7. 5Hi) , 
7. 06 (IB, d, J=7. 5Bi), 7. 19 (IB, 1. 1=7. 5Bz), 7. 24(1B. t, J= 
7. SBz) . 7. 48(lfl. dt, J=l. 5, 7. 5Bz) . 7. 94-7. 99 (2B, m) . 

(00381 §QS«7 

1. 4-v'kHO-2. 

10 uyoL-M -3, 5-k;'j-:;>>'*;i'*>e 2- 
{■^>i»\>^^i/i}}V-i?.:^M -1, 2, 3, 4-xh 
7bHD-4--f y+>'>J;^ x;;^x;i' (2 

1) : 1. 4->'hHn-2. %-V^^}V-4 - (3 
-=hD7x=;W -3. S-t'Jj^^v^AJI/JKVK* 

(2 8 9ii8) 6«*-:?^^;i'*;PA75 
*y^DO>^'> (1 : 4) (5ml) ©ERCJSffa 
•fr. 3!K»Tafl:5':J-=;i' (1 0 Sng) OM*v»j'acijl 
9> (0. 5ml) Sffi&AlAl^nttl^bft:. ^niZ2 
- {.^>-?}Vit^'yiJ]\fi^=.M -1. 2. 3. 4-7^ 

a? h7tHo-4-'fV:lr/yy-;i' (2 2 2mg) oai* 
S?irnDil3'> (0. Snl) Sf«tjS5TU 3!K»T2^ 

*y;»'*5Ai'DThy97W- ('S't^lfV : 7-feh> 
= 5:1) T»«LT«)lfl:^4i> (2 1)1 7 liDg«» 
fc. 

[0 0 3 9] f9fiMa)6«S 
»B-NMR(CDCli) a :2.17-2.37(6B.B).3.43-3.62(4B.m).4. 
18-4. 62 (2B, n}.4. 77-5.33(4H.n). 5. 64-5. 99(2fl, m. ), 
30 6.83-7.50(llB,ii).7.82-7.99(2H.m). 
US ii/i:5970r). 

[0 0 4 0] 9SS&m 
S8iS« 7 t UTS 8-89 irSR-Tft^ft (22) 
Mb^ft (2 6) ft^JSLfc. 
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1, 4-ykh'D-2. 6-v'pl5'Jl'-4- (3--h 
□ -3. 5 -t^ij ;U2)<>» 1, 

2, 4, 5-5rh7tHo-3- (p- h'J;i'X;i'*= 
;W -3H-3-'<>X7-trt>-l-'f;i' 

x;;^7^;v(27) : 4-v?tHP-2. e-v*^?^ 
;V-4- (3-:zhD7xr:M -3. 5-h:'J5?>>> 
*;v#>a**^t^;i' C3 5 ring) 
A75H-Si*5?^DD;l>> (1 : 4) (Sol) ©fi 



atcffi^sti-, mit^^=.jv {i2 9iog> mm 

if.=J(pun:^9> (0. 5d1) Sfffi^JTFL mpflK^ 
Uft:. cniCl, 2, 4, 5-xh7th'D-3- (p 

- h'J<'^x;^J^:r;^) -3H-3-'^>X7-tffcr>-i 

(3 1 Ong) <0«l*xi'DD^t^'> (111) » 
ffltSiSTU. SCN-/?^;i^;i'5}?'J> (9 9Bg) (DM 
*5?i>nD>5'> (0. 5nl) SffilfeSTFLT. *?&T 

2^raSj*««iW)t. R^^i»^K:*slIDit-:?2'^D>^'> 
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29 

h>=5 : 1) T«aLTgMfl:#«) (2 7) 2 3 Sag 

[0 0 4 4] HfiSIS^^lS 
' H-NJK (CDCli ) d :2. 35(2. 35H, s), 2. 36(0. 75H. s) . 2. 39(3 
H. s) . 2. 41 (0. 75H. s), 2. 46(2. 25H. s) . 2. 78-3. 67(1. 5H, 
□). 2. 84 (0. 75H. dd, J=7, 15H») . 2. 94 (0. 75H. dd. 1=10, 14H 
i), 3. 12 (0. 75H. d, J=13Bi) , 3. 23 (0. 75H. dd. J= 10. ISHi) . 
3. 67 (0. 75H, s) , 3. 68 (2. 25H. s) . 3. 77 (0. 75H, 1=6. 5, 13H 
i). 4. 00(0. 75H, dd, J=7, 14Hi), 5. 15(0. 7ffl. s). 5. 20(0. 25 10 
H, s), 5. 81(0. 75H. d. J=6. 5Hi). 5. 93(0. 75H. s), 5. 94(0.25 

H, d, 1=6. 5Hi) , 6. 07(0. 25H, s) . 6. 85(0. 75B. d, J=7Hi), 6. 9 
7-& 29 (6H. b) , 7. 44(0. 25H, 1. 1=8. 5Hi), 7. 53(0. 75H, d. 1= 
8. 5Hl) . 7. 54 (0. 5H. d, 1=8. 5Hi) . 7. 63 (1. 5H. d, 1=8. 5Hz) . 
7. 74 (0. 2SH, d. J=8. 5Hj) . 7. 89-7. 94(0. 7ffl. o). 8. 00-8. 04 
(0.25H.ID),8.02(0.75H, t.I=2Hi).8.09(0.2SH, J, J=2ei). 
MS iii/i:630(r-l). 

(0 04 5} Sm^SlO 

I. 4-5;tH0-2. 6-5?^9^.n'-4- (3-=h 
D7i=:JW -3. 5-try5?>5?*;PJp>K 1. 20 
2, 4. 5-irh9t FD-3-;l^;^-3H— 

7-et:>- 1 j^^^a- xx7';K2 8> .- 1. 

2. 4. 5-7-h9t FD-3-;l^;k-3H-'<>X 
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-©iS&'KlS5''J*y;V*7AJ'D-7hi/77.<- ('S 
7-feh>=5 : 1) Ti>®L. 5fcSfflfeS2 8 

a m^nmitm ^i^m^ %}5w«ifi2 8b (s 

fiMSJ^H) *2 3 0i««fc. 
S-&*:MS a/i:4920r+l). . 

[0 0 4 6 1 28a:»H-NMR(CDCli) a :2.31(3H.s),2.37-2. 
48 (IB. m) , 2. 38 (3H, s) , 2. 39 (3H, s) , 2. 59 (2H. d. J=5Hi) , 2. 
74 (IB. dl . J=4. 5, 12. 5Hi) , 2. 98(0. 52B. 2H, t. J=4. 5Hz) , 3. 
67 (3B, s) , 5. 28 (m. s) , 5. 80 (IH. s) . 5. 99(1H. I , I=SHx) . 7. 
08-7.24(41, m). 7. 38(1H. t, J=8Hz) '7. 76(lfl.d, I=8Hl),8. 
0O-8. 04(1H,1D), 8. 15(1H, t, J=2Hz). 
28b:'H-ffllR(CDCh ) 0 :2. 34(3B. s). 2. 40(3B. s) . 2. 42(3H. 
s), 2. 43-3. 07 (61 a), 3. 66(3H, s) . 5. 17 (IH. s) . S. 92(1H. 
t. J=5Hz), 6. 03(1H, s). 6. SldH. d, J=7. 6. 90(11, dt. 
1=1. 5, 7. SBi), 7.03-7. 14(ffl.]ii). 7.25(1H. t, I=8Bz),7:53 
(IB. d. I=8Bi). 7. 94-7. 99(lB.ii). 8. 09(1H. t. I=2Hi). 

10 0 4 71 Sd&eill 
SIIS«9t|31»fcLT«l 0~«1 Ifc^ffc^ft (2 
9) -ft^tt (3 1) . 3sl 2CjKrft^« (3 2) Ifc 
t^a 1 3 IC^t-ft^DS (3 3) (3 4) 

[0 04 8] 
[SIO] 
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[0 0 5 2] mmmi2 

1. 4--:?tHD-2, 6-'J:^^)V-4- (S-nh 

o7i:=jW -3, 5-t!Ui'>>';<7;i'3tt?>ffipig";p 
2- (1, 2, 3, 4-xh7t Ha- 
X^JU .x;^t;1' (3 5) : l, 4->?tHD-2, 6 
—:>^?^;i'-4- (3-:::ha7xzi;W -3. 5-t: 
'Ji^>i'*A#>®**p<?^ (6 6 408) 
5";H|5;kA75H-ji*>'J'Dn;t^'> (1 : 4) (1 

obi) ammzmmiy, Jk^Tm^^^^jv (b. 2n 



I) SSTlxl^raiE^Lfc. JiniC, 1. 2, -3, 4 
-xh7tHD-l- (2-t Hd:^^->x9^;W 
> (2 9 On*) ro«*i;i'DD;<:J'> (Inl) mWi^m 
TU. 2tCN-;<9^;H&Jl'JfcU> (2 02[ng) (OWHi^ 
{fva:t.9> (0. 5nl) SfaE^£?rFbik»T2^ffla 

;&linA-> 'J ^y^Vraa LT*SBih©:f g«)?&RSi36L, 
jB«SMETS2eLT» SnfcSfi® ->>J 7 A 

55 ev^-y-V: 7-feh>=l 0 : 1) 



-«54- 



39 

TmSil.rWmt^& (3 5) 6 9 Img^Sfc. 
(0 0 5 3) HfiteS m> 1 3 1-1 33*0 
' B-NMR(CDCI. ) a : 1. 82-1. 92(2H, o) . 2. 34 (6H. s) ; 2. 71 (2 
H, I , J = 6. 5Bz), 3. 24 (2H. I , J =6Hz) . 3. 47 (2H, IJ =6. 5Hi) , 
3. 65(3H. s) .4. 19-4. 28 (2H, d) , 5. 12(1H. s), 6. 54(lfl. 1, 1= 
7. 5H2) . 6. 56 (IB, d, J=8. 5Hi) . 6. 68-6. 79 (IB, br) , 6. 91 (1 

H, d, J=7. 5Hi) , 6. 97-7. 02 (IB. u) . 7. 33(1H. I. i'Wi) . 7. 61 
(IH, d. ]=8Bi). 7. 95-8. 00(1B.d), a 11(1H. t, I=2Hs). 

MS ffi/i:491(ir). 

[0 0 5 4] m&mi 3 

I. 4-vfcHn-2. 6-vjt9^Jl'-4- (3-=h 

l-;i'^}V-2- (1. 2. 3. 4-xh7tKa- 
l-^/*})V) X^JW XXxJV (3 6) : 1. 4-5? 
tVa-2. (Z-=LhU7x- 

m -3. 6-i;'jj?>y*;kJP>K*«^9';i' (3 3 

2ii«) €:«*-:^pC5^Jl'*;l'A75 H-«l*5?5'an;t^ 
> (1 : 4) (SdD oSMizmML, Jk?&Tififl:9^* 

xA (iDi) sjajTbrnras^ufc. cnic. i. 

2, 3. 4-5'h5kFn-l- (2-t>sn^^v':/D 
b!;» +/«J> (2 6 718) WJijfcyi^DDjt^'V (1 
Di) SffiSiSTU JSCN-^ig^Jl.tJl.*U> (3 0 3 
ng) ©g*5?i'DD;ti'> (0. SdI) *SrFL*»T 

3«iai»»Lfc. »a£«£rF9*b. aacirnD* 

- ('\+-!J->:7-fch>=8 : 1) TlilSbTSaift^ 
« (3 6) 3 4 4di8«||^. 
[0 0 5 5] >E-NHR(CDCIi)0:1.12(l.SH,d.I=6.5Hi}. 
L 31 (1. 5E. d, J=6. ^t) , 1. 70-1. 95(2Bi n). 2. 3ia. SB. s). 
2. 32 (3B. s) . 2. 34 (1. 5B, s ) , 2. 62-2. 72 (2B. n) , 2. 94-3. 59 
(4H, D) , 3. 65(1. 5H, s), 3. 67(1. SB. s), 5. 08(0. SB. s), 5. 10 
(0. 5B. s). 5. 15-5. 28(1H, a), 6. 23 (0. 5H, s) . 6. 29(0. 5B. 
s), 6. 49-6. 55(1. 5H, u) , 6. 67(0. 5H. d, J=8Bi). 6. 88(1H, 1, 
I=8Hi) . 6. 93-7. 03(lfl, n) , 7. 35(0. 5H, I. I=8Bz). 7. 36(0. 5 
B, t . J =8Bi) , 7. 59-7. 66 (IB. o) , 7. 96-8. 01 (IH. a) . 8. 12(1 
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B,l.J=ffli). 
MS B/i:505(r). 

[0 0 5 6] m^mi4 

1. 4--;'tKn-2, 6-i/:f.^)l'-4- (3-=.h 
u-y3.:z)V) -3. S-^')V>i?13)Vi!t^>m. 1-x 

9)V-2- (1, 2. 3. A-y-\-^\lYU-\-^^ 

u;w xg^;p x;^5";i' (3 7) : i, 4-v> 

tHD-2, 6->»pi^Jl'-4- (3-xhD7x::: 
M -3. 5-trUv>i?*;i'#>K*5il^t5^JW (3 3 
10 218) ^IS*S?;>i5^JW*JUA75 H-«*>?i^DD^t3' 
> (1 : 4) (5d1) ©SJSlcSgfU. *»Tiift:?5j- 
. x;l/ (1 4 3Bg) (»miii-Ji;uu:^^> (0. Sol) S 
iffi^JHTL mi8]BJ?lxfc. ::nici. 2, 3, 4-x 
h7t)=D-i- (2-t Hd:*^->::^5^;w ^/^)> 
(2 4 6ng) 0imil^^Vt;uu:^.fy (iml) KiSSiTF 
U 3EtN-.?tf-;i'^;W*»J> (3 0 Side) ©ftUjtv'i' 

(0. 5Di) t8aeeirFL*»T2i^w}8 

10:1) TSHUTflBffc^'ft (37) 

[0 0 5 7] w^Stiam. 

> S-NHR((a)Cli ) d :0. 55(1. 5B, 1. 1=7. SBz), 0. 97(1. SB, 1. 1 
=7. SBi); 1. 38-1. 90(4B. o), 2. 32(1. SB, s), 2. 33(1. SB, s). 
2. 34(1. SB. s), 2. 35(1. 5H, s). 2. 61-2. 71 (2B. ii).2. 89-3. 5 
6(4B,iii),3.66(3B. 8).5.06-5.17(1H.d),5.08(1B.s).5.92 
(0. SB, s) . 5. 92 (0. SB. s) . 6. 49-6. 57(L SB. n) . 6. 70(0. SB. 
d. J=8Bz). 6. 84-6. 90 (IH. n) , 6. 93-7. 03(1H, b) . 7. 35(1H. 
I, J=8Bz). 7. 60-7. 66 (IB, o) . 7. 97-8. 01 (IB, n) . 8. 11(0. 5 
30 H,l,J=2Hz).8.12(0.5H.I,J=2Bz). 
yS iii/z:519(r). 

[0 0 5 8] 5 

1 4 1 H««>*ttir J: 0« 1 4 ~ 1 8 ic^f fl:^ 

ft (3 8) ~'fb^tSl (4.7) S^lSUfc. 
[00 5 9] 
[«14] 
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[0 0 6 4] S^fll 6 

1. 4-i?hHD-2. 6->';*?^JV-4- (3-z:h 

D:7a-;W -3, 5-truj^>-:?*;i/3t?>K;><5^;i' 

1- (7x/'4^->>t5^;W -2- (1. 2. 3, 4-5^ 
h^t)'o^y'J>-l—iM xf^;i/ x>^7-;i' (4 
8) :SgJS«»|i 4t^«©;5Sl::<t OSSfl:^te (4 
8) 3 6 3Dig€»fc. dO-fflStO, v'U*y;i'*7 
l,Sra-7hifyy^^ (^>-V:>: 7-th>=3 0 : 
1) Ti^7:^xW:i-T-S»BIL&. ifegaj«(a4 8a 



(seea) tas8ui»S4 8b (sifetes) ©it$ 

tt. 4 : 3-C*-3fc. 
[0 0 6 5] 48a:iiipl3fr-138'C. 
» B-NHR (CDCI . ) (J : 1. 80-1. 89 (2H. m) , 2. 33 (3H. s) . 2. 35 (3 
B, s) , 2. 70 (ZH, t , J=6. 5Hi) , 3. 33 (2E. t , J=6Hz) , 3. 60-3. 65 
(2B. d), 3. 64 (3H. s). 3. 90 (IH, dd, 1=3. 5, 1. OHz). 3. 98(1H, 
dd, J=4. lOHl), 5. 12 (IB. s), 5. 37-S. 45(lH.lll).6. 16(15, 
s) . 6. SS(1H. d t, J=l. 7. 5Hz) . 6. 77-6. 82(3B.n). 6. 88-7. 05 
(4H. n). 7. 22-7. 29 (2B. n)'. 7. 57-7. 61 (IH. m) , 7. 82(1H, dd 



(27) 
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d,]=l,2.8Hz>.8.04(m 1. UTSl). 
yS H/i:597(r). 



13- ( (2-t Hd:^^->i5';W ^^)V7S.J'i -fu 

ejv) -7. 8--:^/b+i/-3H-3-'>c>X7-yt; 



48b:»HHMR(CDCli)a:1.71-1.80(2H.Ili),2.34(3H.5).2.3 >-2 (IH) -:t> (5 0 4iig) <0%.ilf.i^i; ao 

6(3H.s).2.66(2H,lJ=6.5Hi),3.n(lH,t,J=5Hi).3.13- > (lol) ffijatSriSTLfcft, 'S.\Z\i- :f.^)\'=^)Vt^^) 

(IH, l.J=5Hi).3.28(lH,dd,J=5.5,14.5Hz).3.47(lH.(ld,I > (152iiig) OSE*i^i' nD;l^' > (0. Suil) mWi 

=8.5.14.5Hi).3.60(3B.s).4.14(2H.d.I=3.5Hl). 5.09(1 SJSTU. *?&T, 2«Kfi*?€tt»t&. 

H, s).5.35-5.43(1H.id),6.06(1H,s).6.54(1H.1.J=7.5H jB;tv^i'DD;>l^'>-rttaiU felS. SUSiSffiSAU 
l). 6. 68(1B. d. J=8Hi), 6. 89(1B. dd. 1=1. 5. 7. SHx), 6. 93- ^nfcSJSSri' 'J yJ^i^a^VifyV-i- 
7.00(4B.D),7.27-7.32(2H.B).7.38(lB.t.I=8Hi).7.66- (i7DDj}x7l/A : 0 : 1) TSilLT, 
7.71(lH.D).8.00(lB,ddd,M.2,8Bz},8.17(lB,t,J=2H 10 SSib^(4g} 5 5 Sog^^ft:. 

I). {OQsn'St^smiR 

[0066] 9Sim\7 >H-NHR(CDCli>ff:1.66-1.78(ffl.D).2.21(3H.s}. 2.35(3 

I. 4-5?tHD-2, 6-y.>l?;P-4- (S-nh H.s).2.36(3K.s).2.37-2.45(2H.iii).2.51-2.67(2H.n),3. 
D^xX^n^) -3. 5-h:U5?>-:^*;V3^>a 2- 03(2H.t.J=6Hx).3.42{2H.t.I=7Hz).3.63{3a8), 3.72(2 

( C3- (1. 2. 4, B-T-J-^t Kn-7. 8-5? H. t. J=6Hl).3.81(2H.»).3.84(3H.s).3.85(3H,s).4.13(2 

^ V'^'y- 2 -:t+V- 3 H- 3 ^'^>X7^\£>- 3 H. I. J=5. 5Hi). 5. IKIH, s).5. 94(ia j). 6. 56(lfl. j).6.60 

— f;w :/ni;;M -^g^.n^Tsy) xg=-;i' /.'^jv (iH.s).7.38{u.t.j=8Hx).7.65(iH.dt.i=2,8Bi),7.99(i 

XX7^;K49) : 1. 4-5?tHD-2. 6-S?;t? H.d».J=2.8H»). 8.11(11 l.J=2H»). 

^'-4- O-nhn^x-JW -3. 5-t;'J-:?>-;? us B/i:650(r). 
fl)V^>m7H»^^A l5A8ve) i:m}H':^/-^JV^A' a) [0 0 6 8] Id8«ll 8 

lK7S.¥-nJk-:^{fUU^9>!m (l : 4) (SBl) SSJiWl 7t|a|«K:l,T. ai 9~a2 ICw-TflS^ft 

K:S*»U ::nK:*»T. fflfl;5'*ii;i' (i 9 emg) © (5 o) (5 3) 

«*-:?^on;»3'> (0. Sol) SiKSSnFU OCT [0069] 
IBMfiffbfc. J:«D»«C. 4. 5-S»tHO-3- [SI 9] 
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1.63-1. 74(1. 48H,(d).1. 82-1. 95(0. 52H. id). 

2. 32(2. 22H. s). 2. 35 (3H. s). 2. 38(0. 78H. s). 

2. 43-2. 51 (2H. o). 2. 61-2. 79 (2H.ffl). 2. 94-3. 03 (2H. ra). 

3. 32-3. 46 (2H. □). 3. 53-3. 61 (4H. d), 3. 63(2. 22H. s), 

3. 66(0. 78H. s). 3. 76(1. 48H. s). 3. 79(0. 52H. s). 

3. 83(4. 44H. e). 3. 85(1. 56H. s), 4. 01-4. 19 (2H. m). 

5. 10(0. 74H. s). 5. 11(0. 26H, s). 6. 15(0. 74H. s). 

6. 19 (0. 26H. s) . 6. 53-6; 60 (2H. b) . 7. 18-7. 29 (5H. m) . 

7. 32(0. 74H. t, J=8Hz). 7. 39(0. 26H. i. J=8Hz). 

7. 61(0. 74H. d. J=8Hz>. 7. 66(0. 2BH, d. J=8Hz). i 

7. 94-8. 02 (IH. m) . 8. 09(0. 74H. t. J=2Hz) . 

8.12(0.26H.t,J=2Hz). 
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[0 0 7 2] SaSfi^l 9 

1. 4--:^th-D-2. 6-xpl?Jl'-4- (S-rh 
D7i=JW -3. 5-tfiJv'>>'*;i'#>K 2- 
{ [3 - (1 0. 1 1 - HP - 5H--:;'^>X 

[b, f] 7-trfc:>-5-'f;i') i/atrjw /•^jits. 

J] X^Jl^ ^J^JI/XXt^;!^ (5 4) :1. 4— :?hh- 
□ -2. 6-5?^3^;i/^4- (3-=hD7xn;W - 
3. 5-h!Uy>i'*;W#>K*«^t9^Jl' (4 7 Sing) 

(1:4) (Sal) OigjSC»»S-&, JK?&T, iifl:9' 
*=;V (17 0ng) ©«*5;i>nD;<i'> (0. 5b1) 

i8ffi«ffiiTUli9Mft#b;&. z.o>maz. 10, 11 
-i>tHn-5- 13- C {2-t HD+5/xg^;W ^ 
5^;i'75/) :/Dt;H -5H-y'^>X [b. f] 7 
M\i> (3 8 518) <0%iili'Ji>ua:f.i» (Inl) fm 
s»TU 3e«cN-^f^;we;pj^'j> (i 3 ing) o!>«i 
*yj^nn;t^> (0. 5al) SffiSlniA, *»T4I« 

yjVijyl^i^a-zhif^y^- (A:*'-»>:7-tb>= 
5 : 1) T«fiLT. SlSit^ (5 4) 1 8 OogS# 



[0073] j 

' H-«MK(CDCI, ) a : 1. 64-1. 76(2B. m) . 2. 15 (3H. s) , 2. 32 (3 
H. s). 2. 37(3H. s). 2.42(2H. I. I=7ei), 2. 53 (2H, dt. J=3, 7H 
z). 3. 15(4H. s). 3. 63(3H. s) , 3. 74 (2H. t. )=7Hi). 4. 09(2H, 
d I . J=3. Til) . 5. 10 (IH. s) . 5. 78(1H. s) , 6. 90 (2H. d I , J=l. 
5, 7Hi), 7. 04-7. 1S(6H, b). 7. 34(1H. 1. I=8Hi). 7.65(1H. d, 
J=fflz).7.96-8.02(lH.m).8.09(lH. I.I=lHl). 

10 0 7 4] iySOT2 0 
SIlSWl 9t^«ICUTS2 2~ai2 3lCSrfl;&« 
(5 5) (5 8) S^SKL/t. 

[0075] 
[&2 2] 
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(96) 


1 9 
29 
38 


7 6. 5 
6 0. 7 
4 2. 5 
97. 5 



[0080] 
[Kl] 



[0 0 7 9] &mm2 (jHEBTfPffl) 
iSJfil£Ea««ffi7yh (filT. fSHRj iBST) IcS 

ttsisspia^u. jiiiEBTfpffl*ttwi/fc. r**? lo 

■fe. We e k s t J on e 503&ffi (We e k s J. 
R. and Jones J. A. ,Proc. So 
c. Exptl. Bll.Med. . 1 0 4 g. 64 6 
-64 8H (1 9 6 0^) ) IC^UT. 2 5.~4 OjSe 

7';>SJliU3EiS!lJtSB (#Ui^77RM- 6 0 0 0:0* 
'D>tt»*Sllljeb&. ttttKlt. 0. 5X*;l'Jp=<'5/pl5^ 

Tfi'bfiTbfc»©JtifEfife:3Tik5tCJ: DRE*€« 



[0 0 8 1] lg»S«2 Slcmr. I«, St«}'®ft^«3S 

[00821 
[S2 5: 





Kff^ (%) ♦ 


1 9 

2 9 

3 8 

^7 J. t'y 


29. 1 
3 1. 8 
3 7. 2 
2 4. 3 
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2/7/1 DIALOG(R)File 351:Derwent WPI (c) 2003 

Thomson Derwent. All rts. reserv. 009751958 WPI Acc No: 1994-031809/199404 

Novel dibydro-pyridine derivs - are long-lasting calcium blockers and anti hypertensives, 

used in treatment of angina pectoris, cerebrovascular disease and hypertension 

Patent Assignee: WAKUNAGA SEIYAKU KK (WAKT ) 

Number of Countries: 001 

Number of Patents: 001 Patent Family: 

Patent No Kind Date Applicat No Kind Date Week 

JP 5339263 A 19931221 

JP 92147518 A 19920608 199404 B 

Priority Applications (No Type Date): JP 92147518 A 19920608 
JP 5339263 A 33 C07D-401/12 

Abstract (Basic): JP 5339263 A X, Y = nitro or halo and Rl = a gp. of fonnula (2)-(9), R2 = 
lower alkyl, lower alkenyl, aralkyl, acyl, toluenesulphonyl or esterified carboxyl; R3 = H or 
lower alkoxy; R4 = H or lower alkyl; R5 = H, phenyl, aralkyl, or lower alkyl opt. substd. by 
lower alkoxy, lower alkenyloxy or phenoxy; R6 = H, lower alkyl or phenyl; and R7 = lower 
alkyl, aralkyl or phenyl. USE/ADVANTAGE - (1) shows long-lasting calcium blocking and 
antihypertensive effects, and are useful for the treatment of angina pectoris, cerebrovascular 
disease and hypertension. In an example, l,4-dihydro-2,6-dimethyl-4-(3-nitrophenyl)-3,5- 
pyridine-dicarboxylic acid methyl hydride (244mg) was dissolved in (DMF/CH2C12=l/4) (5ml), 
to which a CH2C12 soln. (0.5ml) of thionyl chloride (88mg) was added dropwise under ice- 
cooling and stirred for 1 hr. A CH2C12 soln. (1ml) of 1 -benzyl- 1, 2,3, 4-tetrahydro-4-quinolinol 
(160mg) was added to the soln, stirred for 3 hrs., treated with water and extracted wdth CHCI3. 
The organic layer was washed with satd. saline soln. dried and evaporated in vacuo. The residue 
was chromatographed on silica gel (eluent: CH2C12) to give 95mg l,4-dihydro-2,6-dimethyl-4- 
(3-nitrophenyl)-3,5-pyridinedicarboxylic acid 1 -benzyl- l,2,3,4-tetrahydro-4-quinolyl methyl 
ester. Dwg.0/0 
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